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NOVELTY 

Thiourea derivatives (I) ar 


DETAILED DESCRIPTION 


a\a-n, i-n. i<t~t\u\jj .j 


Thiourea derivatives of formula (I) and their salts are new. 
S 
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(I) 


N x O 
H 


Ri-Rs=H, 1-6C alkyl, 2-6C alJcenyl, 2-6C alkynyl, 1-6C perhaloalky l. 
■TlDCcycIoalky], 3-IOC heterocyeloaUcyl, aryl, heteroaryl, 
halo, CN, NO,, COjR*. CORs, OR*. SRs, SOR«, SOiU 
CONR7R5, NIUNfoRs, NR7R8 or W-Y-(CM,-Z : or 

Rj+Rj or R3+R4 = 3-7 membered heterocycloalkyl or heteroaryl; 

Rs, R 7 =Hj-6C alkyl, 1-6C perhaloalkyl or aryl; 

Rs = H, I-6C alkyl, I-6C perhaloalkyl, 3-lOCcydoallcyl, 3-10C 
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heterocycloalkyl, aryl or heteroaryl; or 
Rt+Rb = 3-7 membered heterocycloalkyl; 
A = heteroaryl; 
W = 0,NRj oris absent; 
Y = COorCOjoris_absent; 

I4C alkyl, CN, COJU, COR«, CONRtRs. OCOR<s, N&COR,, 
OCONTU, ORj, SRo, SOR s , SOJU. SRtNR,R 8 (sic), NR,R„ or 
, phenyl; 
G= aryl or heteroaryl; 

X=bond,NH, I-6C alkyl, 2-6C alkenyl, l-6Calkoxy, 1-6C thioalkyl, 

l-6CalkylaminoorCHJ; 
J = I-6C alkyl, 3-7C cycloalkyl, phenyl or benzyl; and 
11 = 1-6. 

ACTIVITY N 

Virucide. In a V2V antiviral (EL1SA) assay N-[2-(5-chloro-2,4- 
dimethoxy- phenyl)-thioureido)-pyridin-3-yl J-2-fluorobenzamide 
inhibited viral replication by 90% at a concentration of 10 micro g/ml. 

USE 

(I) are useful for inhibiting the replication of 3 herpes virus and 
treating herpes virus infections such as human cytomegalovirus, 


herpes simplex virus, and varicella zoster virus (claimed). (I) are also 
useful for inhibiting and/or treating diseases associated with herpes 
viruses including Epstein-Barr vims, human herpes viruses-6 and -7, 
and Kaposi herpes virus. . 


SPECIFIC COMPOUNDS 

3 1 Compounds (0 are claimed e.g. furan 2-carboxy lie acid ( 6-[3- 
(5-chloro-2,4-dimethoxy-phenyl)- thioureido]-pyridin-3-yl ) -amide 
(fa). 
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ADMINISTRATION 

Dosage is 0.01-1000 mg/kg/day orally orO.1-100 mg/kg/day 
parenterally. 


EXAMPLE 

To a solution of 2.5-dichloroaniline (0. 1 6 g) in THF (20 ml) was 
added freshly prepared l,r-thiocarbonyldiimidazole (0.2 g) and the 
mixture was stirred for 30 minutes at room temperature. [ 1 ,2,3]- 
Thiadia2ole-4-carboxylic acid (4-amino- phenyl) amide (0.22 g) was 
added and the mixture was stirred for 6 hours. Work up gave 1 1 ,2,3] 
thiadiazole-4-carboxylic acid {4-[3-<2v5-dtchlorophenyl)-thioureidoJ- 
phenyl) -amide. 


TECHNOLOGY FOCUS 

Organic Chemistry - Preparation: (1) can be prepared by reacting 
appropriately substituted amines of formula (II) with appropriately 
substi tuted isothiocyanates of formula (III), 
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